P20810.P03 



09/787426 



JC08 Rec^PCT/PTO 2 3 MAR 2001 



IN THE UNITED STATES PATENT AND TRADEMARK OFFICE 



Applicant :K. WATANABE et al. 

Serial No. : Not Yet Assigned 

Filed :September24, 1999 

For :PYRIMIDONE DERIVATIVES 



/ 



PCT Branch 
PCT/JP99/05224 



CLAIM OF PRIORITY 



Commissioner of Patents and Trademarks 



Washington, D.C. 20231 



Sir: 

Applicant hereby cleiims the right of priority granted pursuant to 35 U.S.C. 119 based 
upon Japanese AppUcation Nos. 10-271277, filed September 25, 1998 and 10-305266, filed October 
27, 1998. The International Bureau already should have sent certified copies of the Japanese 
applications to the United States designated office. If the certified copies have not arrived, please 
contact the undersigned. 

RespectfiiUy submitted, 
K. WATANABE et al. 




Bruce H^emsiein '^•^ ooQ 
Reg. No. 29,027 ^'^1 



March 23, 2001 

GREENBLUM & BERNSTEIN, P.L.C. 
1941 Roland Clarke Place 
Reston,VA 20191 
(703)716-1191 



m 



WIS PAGE BUNK (MPTO, 



^ m PCT/JP99/05224 



B 4^ B # ^ 

PATENT OFFICE 04 11 99 

JAPANESE GOVERNMENT * ' 

Tliis is to certify that the annexed is a true copy of the following apidication as filed 
with this Office. 

ih m ^ B B 

Date of AppUcation: 1998^ 9^250 
dj ^ # 

Application Number: 1 0 ^#ff J^H 2 7 12 7 
£b IS A 

Applicant (s): H^-ffc^i^^^lt 




PRIORITY 
DOCUMENT 

SUBMITTED OR TRANSMITTED IN 
COMPuJvNCE WITH RULE 17.Ua) OR (b) 





#3p 10 — 271277 



[M3®#-^] 98185M 

000005968 
[ilSfI##] 100096219 



mSE#¥ 1 1-3085276 




10-2712 7 



[^gllS-^] 100092635 
[^Stl#-^] 100095843 

[=?m^mm-^^ 03835? 

21,000R 

mn^] mmm i 
mn^] mmm i 

9805687 



2 



£tllE#^ 1 1-3085276 



1 ] TIB-l^^ ( I ) : 

R3 



H 



-;i/;^-:3ri/«. g^^$:^bT^^T=fe;«!:V^C3 -'Cig®T;i/^-;i/:t^i/«> g 
^g$:3tbTV^Tt;<fcV^C3 '-Cg (D^ ^ UT )\^^)\y:t^t/m. U^^^^hX 
V^T*;<^:V^Cg ~Ci40DT U ^>S. ^^^»> Xtt-N (R^ ) -A- 

R^ vmt>'^ti^m (R^ :s:t>'R^ Id:, ^ti^ti^*5iic, Ti^mm^. -Cjg 

^LTV^T=foi:V^C3 jg(Dr;i/^-;i/«, fi^^$:^bTV^T%iV^C3 ~ 
Cg (D^y^urj]^^)Vm. g^S$:^bTV^T=fe;i:V^Cg ~C j4®T U 
^b, Ali#^-&; x;1/;Jn:i;1/S, Xttfi^«$:^bTV^T=fe;<k 

''^^l ~C^g<^)r;l/^;^ST'g^$tl.TV^T=foJ:V^^^M^•^5^1■) ^zitb ; R 
^ Ityi^mm^. \l\^U^i/)\^m. fiilS^^bTV^T^;<}:V^Cl -Cg CDT;^^ 
Mm^$:^bTV^T=fe;J:V^C3 ~Cg (7)7;i/>!r-;i/S, g^^$:^bTVN 

T%i;v^C3 -Cg 0t/^nT;v^;i/S, fi^S^^bTv^T%J;v^Ce -Cj^ 

®TU-;i/S, ga^$:^bTV^T%«i:V^CJ -Cg (Z)T;i/=3r;i/;r=¥i/S, 
SS:WbTV^Tt;J:V^C3 -Cg (D^> ^ n r;i/^;i/:t ^ S:/^, g^S^r^bTVN 
T%<I;V^Cg — Cj4®r U-;P:t^i/^, S^S^r^t bT^^T=fe> j:V^C^ -Cg 
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#5p 10 — 2712 7. 



cDr;p=^;i/^5rs, /\u^ym^. -hum. vrjm. s^a$:^LTv>Tt; 

[0 0 0 1] 
[0 0 0 2] 

2 mM^^ 11-30 



[0 0 0 3] 

^K/SMQ i&.T A P tW^-t) T'fe-5;li:*^^^?^StlTV^-5 (Biochem. Biophys 
. Res. Commun., 120, 855(1984), EMBO J., 4, 2757(1985), Proc. Natl. Acad 
. Sci. USA, 82 , 4245(1985)) „ % 1 0©J^il^ffcTfeS#MM^il^ 

itlt^7'- \^-'^V:^)V-y^'^^yh (Paired Helical Filament : JI^TPHF 

iiBSf) t.mtni>=immmv^<Dmm^<^mimmmzmmhx<^%(Dx:^'') 
> ^(D±m^m^imiz^^m^M^hmiimmBno)-'mx:^^9^mBnx:^ 

-5 3^*^^e)*^lC$tlTVNS (Proc. Natl. Acad. Sci. USA, 85, 4506(1988); 
Neuron, 1, 827(1988)) „ 
[0 0 04] 

# ^^izmmm^m^^^j. mm^7jvv/\4'^-m(Dmmm^'f'thX'fu-t=L 

U>1, 2yb^Bo7!)^*J (Nature, 375 , 754(1995); Science, 269, 973(1995); Natu 
re. 376, 775(1995)) , ^U-^-Vyi, 2(DM^^iy^^^t ^ t A ^ (D^^iS^^ 
ill- §Z:il;&^^^3b^^J&ofe (Neuron, 17, 1005(1996); Proc. Natl. Acad. Sci 
. USA, 94, 2025(1997))„ ^t\.h(D^^tt'hr )\^V J\^'^'~'M\t. 'f5re>A^©MS 

xA^is^m.n\zmn.. mmu ztim? 0mmtmmbxmmmm(Dj^-km< 
(Dm^^^t-^mm^j^m^izfj^^t^K.hi^^ (mmm^. 49, 1506(1994)) „ 

[0 0 0 5] 

^ >iE^^#:®-gT^fe-5AMPA receptor iiMMt ^i] ^ ~ym^WZ J: 

3 miiE#¥ 1 1-3085276 



1 0 - 2 7 1 2 T 



oTA/S®tulg#:'e^-5r^ D-f Flalg<!fcMe (amyloid precursor protein : 
&,yk?? t.\S&'t) (Z)mRNA**itin1"-& 3 (Society for Neuroscience Abstracts, 

17,1445(1991)) , APP CDf^i&5b*/L5it"-5 Zl il (The Journal of Neuroscience, 
10 ,2400 (1990) ) fjm^ $ tlT ^ »; , A /3 jb'^JfillSMJfil^ltWlC J: 

Uif-zbii^m^ii^^^^tiJ^r'^^ (WSit#, 34, 343(1990) ;|| eg • 

41, 1476(1996)) „ * fcPHF ^«IC <t -2>#MMi^ll^^b ^ra^-Tj^Si: b 

(m^^'mm-mm, 36, 2iiQ9i)mm<D$>yp^, iss, 511(1991); m 
j^M-mm- mm, 41, i476(i996)) . 

[0 0 0 6] 

^^mBMlt. 3iSSDS-/KU y ;i/T^ F^;i/S^^i*T':$^^»48-65KDa{CiS: 

MStcy >^fbS^^TV^-5z:i:*^iE^$tlT^TV^•5 (J. Biochem., 99, 1807( 
1986); Proc. Natl. Acad. Sci. USA, 83, 4913(1986) ) „ Z.OM'^^V yM^t 

# t:mm-t^mmi!)^^m-^ti. ^^•:fu'r^y^±-'^i iuy. ttpku hw,-t 

) ^®S<b^KH£^*^^^^4xTV>S (^ffc^, 64, 308(1992); J 

. Biol. Chem., 267, 10897(1992) ) „ 3gC> miCD^^T ^ J mz.m'5\^X'^ 

V h:^Bg^gcDNA^>r:/^y -*^e>^»y hTPKi®cDNA;b^^7 n-n>^*$n. ^® 

i^munis^^^-^^^ tmzr K jmmnti^^^-^i^'tc^ (#M4-i7724i#^#) 

. ^OQM^, rc?)^*y MPKi© irj^^jt^&^^^y hGSK-3 jS ^) z2-^yi/y 
-•fe*^":^--fe'3 /S) ^ tT^e>ti-5^^® l?j^#5ti:-^-f-S^i:*'^5t^$tiT 
V^-5 (FEBS Lett., 325, 167(1993)) „ 
[0 0 0 7] 

^AII©±«^^:$>t?^SA/5 ^c^i#^S'l4A^feS3h*'^#^$4^Tv^s (Scie 
nee, 250, 279(1990) ) „ b*^L^*^e>. Jfc-tf A /S *^0iig$:^^CM^ 
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•fe>:^7b^l®lh-r'&3il5:5§Bbfc (Proc. Natl. Acad. Sci. USA, 90, 7789(199 
3); #1^51X6-329551-^^^) . 
[0 0 0 8] 

j^^^^ xy^^^;]s{i^m\zii^m^]kmo^^mntrj^^'^^m'^^h. hic. phf 

[0 0 0 9] 
[0010] 

5 fflE#¥ 11-308 



S^^L 10 — 271 2 7, 



[0 0 1 1 ] 




gg|«$:^tl/TV^T^;i:V^C3 — C-^g® T;i/=¥-;i/5r ^ S^^, 
bTV>Tt) J:VaC3 — Cg ©t/^ nT;i/^;i/:t=?ri^a, a^«$:>t bTV^T=fo J: 

N (R^ ) -A-R^ x-mifD^ti^m (R^ :s.t)fR^ i^, "tn^etimxnz^ tk^ 

# JcVACg —CjgCDT;!/^— g^^$:^LTV^Tt)J:V^C3 ~Cjg(Z)T;i/ 

gife^$:^UTV^T=bJ:V^C3 —Cg ®$/i'nT;i/=¥;b«, gilS?: 

R^ tiTK^M^, liKn^e/;i/S, g^S?:^LTV^Tt; J:VaCi -Cg COT;!/ 
gglS$:WbTV^T=fe;<^;V^C3 -Cg (DT;i/>?rn;i/ii, gmS^r^tLT 
V^T*»j;^^C3 ~Cg <D i> □ r 5:^ LT V^T =b J: V^ Cg ~C 

j4®TU-;i'S. gglSS:^LTlr\T=b^VNCi -Cg A^^JV:t^iyM. g 
mSS:^LT^^T=bJ:^r^C3 -Cg O ^ n T;!/:^;!/:*- ^ M^SSr^bT 
V^T=foJ;V^Cg ~C j4<DT U -^I/tT^ g^S L/T ^^T i: V^ C j ~C 



ffiSE4f ^ 11-3085276 



[0 0 12] 

e^M^r^^^^'^i: tT-g-tf^ 'i^'/nT^-f >:?rf---fe' 1 PI«m*^:*^#SWlc<fc y M 

[0 0 13] 

7 aill#¥ 1 1-3085276 



• ^ 1 0 — 2 7 1 2 

[0014] 

;^ « r ;!/ 3 ^ if) iz^vf&TJv^ ji^^ ii^m^x it^^m.v^(D V ^ -r ti T- 

^ n-:^ntr;i/S, )jzfu\^jvm. n-3^^;i/», >r v:;^5^;i/S, sec 

. it:^Xtt^S0O^r^5';i/S, y'iyjvm. ^yT'i/Ay 

[0 0 15] 

i/^uzfu\^?hm. iy^uzf^jvm. tyi^u^y^jvm. i/^D^^->;i/^ 

8 aj|iEi(t¥ 1 1-3085276 



Ci --Cg <D/\u^yit7JV^J\y^;yi<^m^; =-hum; yt^i^m; ^ii-^Ji^JV^ 
yS, >f y:^Dtf;i/T^ yg, zf^jir^J^. 4 if -f^ )V7 ^ / ten 

y^yM. ifu:^ym. ^av>^. if^w^ym. ^:^y:x.yM. ^yJf- 
>r7x>ig, ifn-;!/^, \fu^)yM. \^u^)VyM. -f^^*y-;v^, >r^t5?* 

yu>^. >{ ^^'j')vyn. \^^v-)m. tr^yy>^> tf^yy^^^]^. 

ym. i^'^pym. if^^i^ym. \^v^i^ym. \d:v^*i?ym. ^y\^Viyy 
# m. >r>K-;b3^, >f>KU>^, >f y-r -iv^yi^vym. -iy 

di^i^ym. -^y^Vi^ym. ^J^'^vym. ^-^^vym. tyyjvyn. 

■^vvpym. ^7)/- Jin. ^y'j^7)/-)vm. ^n^^jt^ym. -ivf-y 
A^)iits^)yn. y^ji^^^nmo^mmm^^. ^^M^*^e)^«ti 

[0 0 16] 

9 ailE#¥ 11-3085276 



# 5jZ 10-2712 7 



m^mn VX7V -n^mxitmmnm^m-t^m'^izit. r v -jvmxitmmm 

zf^jv^. s e c-:/^;i/^, t e r t-:;^^;!/^, -iv^y^JV 

^ [0 0 17] 

3-^7^::i;i/S, 2-/^>7^:^;i/S. 3-^>7^r.;i/^. 4-^>7=-— 2-;l^ 
;i/-2- 3-;>i^;i/-2- 2-^:^"fen;i/^, 5-/\:^"fe^;i/S 

, Z-^zf'r—}^^. e-^-:f^-)vm. 2-;e-^7=--;i/S> 7-;t-^7^:^;i/«, 2-y> 

;i/«i:bTtt, Mx-li. •^uz-^ji^jvm. 2--^^-jvm. 3-^^-)vm. 

3-^y^-?vm. /L-Ky^—jvm. 1- ji^;i/-2- 4- 

[0 0 18] _ 

. V^uzf^)\/^. i/^u^y^;im. ^^u^^i/jvm. i/^ u^^f^f-ji/m. 
^y^uyt^^jvm^t>'mif^:itiy^x^. R^ i)'m-tCQ^C^^<D7 V - jvmt 

So 3n^®«ligmSg¥B:;5)^e>^l^ti-§> lJ^^±<^«^^ST'«t^l$tlTV^T=bc^; 



1 0 
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^J:^^;im. 1-r ^ y 3-7^ J:fu\d;im^(D 

7^ 7r;i'^;i/S ; ^^;i/T^ y x5";i/7^ l-^5^;i/T 

[0 0 19] 

c-':rh^i/m. t e T t-zfh^iy^. ^y^JVyi-^i/m. >fy^>^;i/:t^ 

^t/&. 'rh'^y'iyJiyyt^i/^. ^y-^iy^i/jvyi-^t/m. :t^^7'iy)V:t^t/m 
7V JVyi-^y^. 2-'fT'~)i^^ty^. 3-zf^-j]^yir^i/m. 2-Ky^-jVyt^ 

2-^:/7^x;i/:t^^«, 6-/\y5^x;i/:t^e/^, 2-:t^v^—)V:t^t/ 
7-:t^xx;i/:t=3pt/^> 2->' :^^x 8-7 :^x;v:t^e/»^$:^tf 
^ZtiJ^X^. R^ C3 ~Cjg®T;i/=^r-;b;r=^ri/^^bT«, '0!!I;ili. 

•fUAJl^M^tym. 2--f^^;V:^^i/&. 3-^^x;i/;r^S/g. 2-/<>^x 
;i/:t^r^>S> 3-/<>^x;i/:t^5>S. 4-/0^x;i/:t^ ^/«, 1- ^^;i/-2- 
y^=i.;]/>^^ym. 4-^^;i/-2- '>^>^x;i/;t^^>^, 2-/\^i/x;i/:t:?r$/S, 
5-/\^i/x;i/;t=^ri/S. 2-^-:f^-j\,7^^i/S. 6-^-:f^-JV:t^t/m. 2-:t^ 

1 1 ffiSE^f ¥ 11-3085276 
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[0 0 2 0] 

_ itnmmmBti^^mitti^ is^±<Dm^mxnm^tix^^x^^\f\ 

[0 0 2 1] 

"^ym. 4 v^yJy^yM. ^u:f^ym. ^w^ym. ^v^u'^ym> 
y^ym. ^y^J^Hry^LyU. \^u-j\yn. tfnu>^, \^uVVy'm. >r ^ 
^*v^-;i/:m> >f 5 u >r ^ u vyn. i^^^r-jvm. ^ ^ u >ig 
, i^^vvi^ym. hV7)/-;vms ^h^)/-)vm. i^Vi^ym, \d:vvy:t 
^i/\^m. \^^Vi:^ym. }^^i^ym. if^'^i^ym. i^v^t^^^ym. tfu^'i^' 
yn. >r > t^ym. -f y K-;i/^. -f > K u >i^, -f v-r > K-;i/3^, y 

^jvyn> y^'ypyn. -^y^vvym. ^^^v-vyM. ^i-Wy 
m. tyyj'jym. -f^Vi^ym. yi-^-^V-jvn. pym. -fy=¥ 

•^^j-jm. >(v^'^^j^)vyn. ^7\/~)vm> ^y^j^r^j-jvn. =f-rv 

1 J^<± ® T' fi^ $ tl T V ^ T % «k V ^ . 

[0 0 2 2] 



1 2 
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[0 0 2 3] 

- :/n hf -f y >''d tf n - -r y sec- 

t e T t-zf^jvm. n-y<.y^jvm. ^y'^>^;i/& 

iA-P:^^jvfu\^;vm. n-^^i/jvm> -^y^^^yjim. n-^':f^)vm. 

Ti-it^^)\/mm^m\i^Z.ti)'^'^%. R^ iS^^-fC^ -Cg 0r;i/>!r-;i/«^ 
LTti, m7L\t. rV)vm. 2--^^-)^^. 3-:/5=--;i/^, 2-/<>5^r.;i/S, 3- 
Ky^-}]ym^ 4-^>7^-;i/^, 2-:pI^;1/-2- 3-;i^;i/-2- 

2-/\^-fezi;i/^, 5-/\:^r-fe— 2-^:/5^::i;i/S, 6-^>''5^n;i/^, 2- 

#[0 0 2 4] 

:/nd<=?rS/S, ^yyo/}<=3p^>S, >^b^e/^. -ry:/h^e/S, se 

c—fV^t/^. t e r t h:^r^>S, i/^. y 

r2 ti'^^-tc^ ~Cg ©t;!/:^^;!/^^;^^^:^^*. M^ii, 
y s e c t e r t --f^jv^itm. ^y^)]/^ 

1 3 . ailE#¥ 1 1-3085276 
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[0 0 2 5] 

dr$/b?7;viK-;i/^, ':fh^tyij;v7^-jv&. >( \ffh^tyiJJi^-)vM. sec 
-^h^s:/^;i/3i?-;^^, t e r t -^}>^^>7t7;i/d<-;i/*, /^>5^;i/>f 

;i/ :r ;i/ - $: # If S Zl ^ T' ^ -5 c _hia 2/ ^ □ T ;i/ ;i/ :r ^ ;i/ 
[0 0 2 6] 



1 4 
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H S T' M ^ $ T V ^ T =fo J: V ^ o 
[0 0 2 7] 



1 



, fil^U i^Vl/«$:3^-t-;5)\ 2-tfUS^>«, S-hTUe;;!/^, Xtt4-tr>; i/Vl/g 
[0 0 2 8] 

l/TV^T*i:V^C3 ~C jg(DT;^'?r~;i/S, SSISSr^t bT V>T% J: V^C3 ~C 

;S:WbTV^T^;J:V^C3 ~Cg (Di^^ n r;i/=3r;bS. 



18 



[^^S. X»-N (R^ 



Cig®T;i/^;i/^, M^»$:WbTV^r=fo<}:V^C3 -C jg^r;!/^^-;!/^. MSI 
^$:^l/TV>T%<l:VNC3 '-Cig(Dr;i/^-;i/S, g^«§:WbTV^T*;J;V^C 
3 —Cg ®$/^'nT>n/^;^S. M^SS:^LTVnT% J:V>Cg ~Ci40TV-;v 

*J:V^Cl ~CJg©T;^^;^ST'gm$tlTV^T%J:V^^^M^•$:^t-c ) TbW 
[0 0 2 9] 

R^ i:l/T. g^S$:^LTV^T=fe)i:V^Cl ~Cjg0T;i/ S^^?:^L/ 
TV^T=bi;V^C3 —C jg©r;i/>^— g^^^WbTVNTt;<fcV>C3 ^Cjg 
©T;1/=^-;1/S, g^^^S$:^bTV^T%;J;V^C3 ~Cg © i/^ n T ;i/:?r;i/Sx fi 

1 5 ffiil#¥ 1 1-3085276 




$:^LTV^Tt> J:V>C3 ~Cjg®T;b S^SS:^ UT V^T J: V^C3 

— Cg (Z)i/^nT;i/=^r;i/^, M^SSr^LTVNT^irVNCg ~Cj407U-;i'S 

[0 0 3 0] 

R^ tLXit. tK^M^, g^^S:^LT^^T%i:V^CJ ~Cg ®T;i/^;i/S> 
e^*^^L/TV^Tt; J;V^C3 ~Cg 0T;i/>r^;i/S, gi^X^^tL'TV>T*;<}; 
V>C3 ~Cg (Di/^U7JV^;vm. gglS$:^LT^^T%J:^^Cg ~Cj4®Ti; 
j\u^ymf'. —hum. t/TJm. gSlSS:^LT^^T% J:VNy ^ 7 

M^S?:^LTV>T=b<k V>C3 -Cg ©i/^ n r;i'^;i/:t=^S/b!j;i/ 

^ y X^ifi^S$:^bTV^T%«^:V^C^ ~Cg CDe^T;i/^;i/T ^ 

IC^f * L V^„ R^ HLX m-if V ^JVmX ItA-if U * b < , 4- tf y 

[0 0 3 1] 

2-T^7-2-^^;i/- 1 -ynA/-;!/, x^/-;i/T^>, N-^f^;i/ 
^^;i/:5!7 5>, i-^'jvitj^y^a^r^yoi^; XitVi/y. s- iiKn^^>yi;> 

1 6 aJtiE#^ 1 1-3085276 



M^Wt. y-^jvm. vl/^>^, y>ifiE, tyzL^m. ^ :^ 

[0 0 3 2] 

:^^mm<oiLmtmK^\t^xi,t'tn^nm^hx (r) (s) ^©w-rti 
5„ $e>ic, ±E-^^ (I) T'^sti^try ^ F>M##tcii. a^Mis^i: 

bT 3H-4-:t>"f*:, 4 - H K n jSttJ^ 1 H- 4 -;r -5o 

[0 0 3 3] 

[0 0 3 4] 
[^1] 



1 7 
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^ [0 0 7 3] 

• [0 0 7 4] 

iim'^o^'^m(DM%WL^^\^x\%. ±m-wl^ (I) x^^t\.^\t^m'BaJ^m 

l¥*^^^«tl-g>tlM$:ffiv^-53^*^T^So *|g^<DE^^bTtt. M^W^.^X 
[0 0 7 5] 
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j^mtmm^n^o m«> mmm. m^mm. mm. ^ij^-t^m. m^-f^)^^ 

^[0 0 7 6] 

[0 0 7 7] 

mm. ^mm> m^mxit^^m^^j^if^m^i'X^j^^i^o mmmm^^^"^ 
y(D^'t>tjtvsi.u^no^mn<oi]-:^±jv^i^^^-^x%^\'^o ^mu^^m(Dm 
^m. ^tjit>'b^mm. mm^ommzm^^^^n^mMXitmmmtvxit. m 

[0 0 7 8] 



5 4 



ajSE4t¥ 11-3085276 



mito. oi-iooomg imM^mm ^^x-feu. imxttifciHitc 

[0 0 7 9] 

immm] 

[0 0 8 0] 

MMmi: 2- (3 -tru - e- (4-ifvt^)v) ^t?y-4-7i-y 
3- (4 -If y - 3 -y}-^y:/ntr;t>^n:5^;i/0 . 60gi:3-T^$/ 

>^ If y i^>i^Mi&0. 5 4 g, j^^^yi^Al. 1 5 g$:x^y -;i/5ml ICAD 

• Tge^tio . 3 9 g^mr^o 

JR^ 5 0 % 

ife,^, : >3 oox; 

NMR (DMSO-dg , 6) 

7. 21(1 H, s), 7. 59-7. 63(1 H, m), 8. 16(2 H, d 
d, J = l. 5, 4. 7Hz), 8. 59- 8. 62( IH, m), 8. 74- 

8. 79( 3H, m) , 9. 41( 1 H, d, J=l. 8Hz) 
[0 0 8 1 ] 

mmm 1 1 nm(D:^mz ^ y , &.rmmm 2f}^^ mmm e 3 oit^m ^mMLtc 

IIMM2: 2-^5^ 6- (4-tfyi/» ^vy- 4:-yi-y (-fb-a-ifei 

5 5 ffiliE# ¥ 11-3085276 
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) (Dmm. 

ife.^, :>3 0 0TC 

NMR (DMSO- dg , 6) 

2. 38(3 H, s), 6. 94( IH, s), 7. 98( 2H, dd, J = l 

^97 -4---5-H-Z-)-— - 8— 6-9-(— 2-H— d-d-i-^-=-l-^9— 4-.-6-H-Z-) 

[0 0 8 2] 

mmmz 2-x5^;i/-6- (4-ifue;;w tfu ^i^'>-4-:t> at^^2 
) (Dm^ 

^ 16,^, : 2 6 5- 2 6 g-C 

NMR (DMSO- dg ,8) 

1. 26(3 H. t, J = 7. 5Hz), 2. 65(2 H, t, J = 7. 5Hz 
), 6. 93( IH, s). 7. 99(2H, dd, J = l. 8, 4. 6Hz) 
, 8. 69( 2H, dd, J=l. 4, 4. 6Hz) 
[0 0 8 3] 

3) 

ife.^, :>3 0 0X: 
NMR (DMSO- dg , 6) 
• 0. 95(3 H, t, J = 7. 5Hz), 1.7 0- 1. 83(2 H, m), 2 
61(2 H, t. J = 7. 8Hz), 6. 95( IH, s), 7. 99(2H 
. dd, J=l. 5, 4. 8Hz), 8. 70( 2H, dd, J = l. 8, 4. 
8Hz),12.64(lH, bs) 
[0 0 8 4] 

||jgM5 : 2->rv>^ntf;v-6- (4-tfuy;i/) ifU^e;>-4-;t> (>fb 

-^i|&4) <Z)^3t 

MA : 2 5 0- 2 5 2t; 

NMR (DMSO- dg , 6) 

1. 27( 6H, d, J = 7. 2Hz), 2. 86-2. 95( IH, m), 6 
. 91( IH, s), 8. 00( 2H, dd, J=l. 5, 4. 2 Hz), 8. 
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7 0( 2H, d d, J = l. 5. 4. 5Hz) 
[0 0 8 5] 

) <n>mm. 

m7^--2-8-2--2-8-5-1C ^ 

NMR (DMSO-dg , 6) 

0. 92( 3H, t, J = 7. 5Hz), 1. 3 2- 1. 40(2 H, m), 1 
6 7- 1. 75(2 H, m), 2. 63(2 H, t, J = 7.5Hz), 6. 
^ 94( IH, s), 7. 98( 2H, dd, J = l. 5, 4. 8 Hz), 8. 7 
0(2 H, dd, J=l. 5, 4. 2Hz), 12. 59(1 H, bs) 
[0 0 8 6] 

mmmi ' 2--<yy^;^-6- (4-ifve;>» tf u ^ ^:;>-4-:t> (<b^ 

m,^. : 2 8 0- 2 8 3*C 
NMR (DMSO-dg ,6) 

0. 95( 6H, d, J = 6. 6Hz), 2. 16-2. 25( IH, m), 2 
51(2 H, d, J = 7. 2Hz), 6. 93(1 H, s). 7. 98(2H 
dd, J = l. 8, 4. 5Hz),8. 70(2 H, dd, J = l. 8. 4. 
# 5Hz) , 12. 59( IH, bs) 
[0 0 8 7] 

9) (Dm^ 

m,^.: 2 3 8- 2 4 0T: 
NMR (DMSO-dg ,8) 

0. 8 8( 3H, t, J = 6. 6Hz) , 1. 2 4- 1. 3 8 ( 4 H, m) , 1 
78-1. 90(2 H, m), 2. 62(2 H, t, J = 7. 5Hz), 6. 
93( IH, s), 7. 98( 2H, dd, J = l. 5, 4. 8Hz), 8. 7 
0(2H, dd, J = 1.5, 4.5Hz) 
[0 0 8 8] 
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1 4 ) (Dmm. 

ife,^, : 2 2 6- 2 2 91C 

NMR (DMS O- dg , 6 ) 
^0"". -8-6I-3-H - r^J^e— 9-H-zi-r-l-:^2^— l-T-3-8-(--6-H— m-)-i - 1 

. 6 8- 1. 78( 2H, m), 2. 62(2H, t. J = 7. 5Hz), 6. 

93( IH, s), 7. 98(2H, dd, J=l. 8, 4. 5Hz), 8. 7 

0(2H, dd, J = l. 5, 4. 5Hz), 12. 60(1 H, bs) 
^ [0 0 8 9] 

HJg-e^iIio: 2-/\>^^;i/-6- (A-ifVi^Ji) \^v^i^y-4-:^y iit^ 

: 2 1 9- 2 2 or 

NMR (DMSO-dg , 6 ) 

0.85(3H, t, J = 6. 8Hz), 1. 19-1. 37(8 H, m), 1 
. 69- 1. 78( 2H, m), 2. 62( 2H. t, J = 7. 3Hz), 6. 
92( IH, s), 7. 98(2H, dd, J=1.4. 4. 6Hz), 8. 6 
9(2H, dd, J = 1.9,4.6Hz) 
[0 0 9 0] 

• ^iSMl 1 : 2-:t^5^;i/-6- i4-\^^)i^)V) tf U ^ - 4 -:r > Ut^ 

#17) 

ife,^, : 1 9 7- 2 0 O-C 
NMR (DMSO-dg , 6 ) 

0. 84(3 H, t, J = 6. 9Hz), 1. 10-1. 37( 10 H, m), 

1. 67- 1. 78( 2H, m), 2. 61( 2H, t. J = 7. 5Hz), 6 
. 89( IH, s), 7. 98(2 H, dd. J = l. 8. 4. 5Hz), 8. 
68(2H, dd, J = l. 5, 4. 5Hz) 

[0 0 9 1 ] 

mmmi 2 : 2-'7aL-JV-6- (4-ifVi^IV) \dV ^i^y-4-:ty (^b^ 
<^3 5) (Dm^it 
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; >3 0 Ot: 
NMR (DMS O- dg , 6 ) 

7 . 1 4 ( 1 H, s ) , 7 . 5 5- 7 . 7 8 ( 3 H, m) . 8 . 1 4 ( 2 H, d 
d.'j^l. 4. 4. 6Hz), 8. 2 6- 8. 29(2 H, m). 8. 75( 

-2-Hrd-d--J-^l— 7— 4— 6-H-z-)— 
[0 0 9 2] 

mmmi s : 2- (i-^y^)\^) -e- (4-tfus;;i.) 
y iit^m^ 6) (Di^jt 

ife.^, :>3 0 0X: 

NMR (DMSO- dg , 6) 

7. 20( IH, s) . 7. 6 0- 7. 6 9 ( 3H. m) , 7.80-7.86 
( IH. m) , 8. 0 0- 8. 0 8 ( 3 H, m) , 8.10-8. 1 8 ( 1 H, 
m) , 8. 19-8. 27( 1 H, m) , 8. 7 1 ( H, dd, J = l. 6, 4 

. 4Hz) 
[0 0 9 3] 

mmmiA : 6- (4-if u^:;;i.) -2 - (2-b;w;v) vfy^i>>-4-:t 
y {^t^m^ 8) ©i^jg 

ifej^, :>3 001c 

NMR (DMSO- dg ,6) 

2. 44( 3H, s) , 7. 12( IH, s) , 7 . 2 9 - 7 . 3 8 ( 2 H. m 
) , 7. 4 0- 7. 4 8( IH, m) , 7 . 5 0- 7 . 5 8 ( 1 H, m) , 8. 
0 3( 2H. d, J = 6. 3Hz) , 8. 7 1 ( 2 H, d, J = 6. OHz) , 
12. 9 0 ( 1 H, s) 
[0 0 9 4] 

mmmi 5 : 6- -2- (3-b;w;i.) ify^e;>-4-^ 

y (^b^i^s 9) omit 

m,^, :>3 0 0X: 

NMR (DMSO- dg , 6) 

2. 4 2( 3H. s) . 7. 1 1( IH, s) , 7 . 4 4 - 7 . 4 9 ( 2 H. m 
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), 8. 01-8. 09(2H, m), 8. 12(2H, dd, J = l. 5, 4 
. 5Hz) , 8. 75( 2H, dd, J=l. 5, 4. 5Hz) 
[0 0 9 5] 

6:6- (4 -If I) -2- (4 - h;i/>f;i/) tru ^^>-4 -:t 

->-C4b#tl4-0-)-®^at 

gfe*:>3 0or: 

NMR (DMS O- dg , 6 ) 

2.41(3H, s), 7. 08(1 H, s), 7.38(2H, d, J=8. 
IHz), 8. 12(2 H, dd, J = l. 5, 4. 5Hz), 8. 18(2H 
, d, J = 8. IHz), 8. 74(2H, d, J = l. 5, 4. 8z) 
[0 0 9 6] 

MMmn:2- (4 -7;i/:tn:7ai— ;b) -e- i4-}^vt^)V) \^v^t^y 

ife^^r, : > 3 0 0 -C 

NMR (DMS O- dg , 6 ) 

7. 06(1 H, s), 7.35-7.41(2H, m), 8. 11(2H, d 
d, J = l. 7, 4. 5Hz), 8. 36- 8. 3 9( 2H, m), 8. 73( 
2H, d d, J = 1 . 6, 4. 6Hz) 
[0 0 9 7] 

||]6gMi8:2- (4 -^nn:7 3i^;v) -6 - i4-\fVi^J\y) ifV^iyy- 

4 -7r> (^fc-^%4 9) ODSgii 

gfe,^. : > 3 0 0 X: 

NMR (DMSO-dg , 6) 

7. 15(1 H, s), 7. 63(2H, d, J = 8. 7Hz), 8. 13(2 
H, dd, J=l. 5, 4. 5Hz), 8. 31( 2H, d, J = 8. 7Hz) 
, 8. 75( 2H, d, J = 6. OHz) 
[0 0 9 8] 

^mmi9:2- iS-^U^tZfjL-JV) -6 - (4-tfUt^Vl/) ifV^i^y- 

4 -■:^y (it^m5 1) (Dmm 

6 0 £iiil#¥ 11-3085276 



m.dS : 2 8 5- 2 8 T-C 
NMR (DMS O- dg , S ) 

7. 19( IH, s), 7. 5 2- 7. 57( IH, m), 7. 81-7. 84 
( IH. m), 8. 14( 2H, dd, J = l. 5, 4. 5Hz), 8. 28- 

^8T"3~2~(-rH— m)— 8— 4-2--8— 4-^i— 1-H— m-)--7-8— 7-5^^^^ 

d, J = l. 5, 4. 8Hz) 
[0 0 9 9] 

m.^.: 2 6 2- 2 6 41C 
NMR (DMSO-dg , 6) 

3. 8 7( 3H, s) , 7. 1 1( IH, s) , 7. 16-7. 2 0 ( 1 H, m 
), 7.45-7. 51(1H, m), 7. 82(1 H, s), 7. 87-7. 
90( IH, m), 8. 12(2H, dd, J = l. 5, 4. 5Hz), 8. 7 
4(2H, dd,J=1.5,4.5Hz) 
[0 10 0] 

mmmzi 2- {3-jih^iyy^-:f\y) -6 - i4-}^vv;v) \dv^Vy 

-4->r> (ffc-^^s 7) (Dm^ 

# ife,i4F : 2 5 0- 2 5 3>C 

NMR (DMSO-dg ,6) 

1. 38( 3H, t, J = 6. 9Hz), 4. 15( 2H, q, J=6. 9Hz 
), 7. 13(1 H. s), 7. 15-7. 19(1 H, m), 7.44-7. 
50(1 H, m), 7. 80(1 H, s),7. 84-7. 88(1 H, m), 

8. 13(2 H, dd, J=l. 5, 4. 8Hz), 8. 75(2 H, dd, J 
= 1. 5, 4. 8Hz), 12. 92( IH, bs) 

[0 10 1] 

mmm2 2 2- (s-^/ry ^'i-;!/) -e- \^v^i^y- 

A-ity (^fc-^^BO) (Dm^ 
i&.^,:>3 0 0X: 
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NMR (DMS O- dg , 5 ) 

7. 22( IH, s), 7. 76-7. 81( IH, m), 8. 07-8. 10 
( IH, m), 8. 18(2H, dd, J=l. 2, 4. 5Hz), 8. 57- 

8. 62(1 H, m), 8. 71-8. 77(3 H, m) 

[-o-ro-2-] 

mmm2 3 2- (4-t^T>'7xn;i') -e- i4-\fvpjv) \^v^vy- 

A-Tty iit^mQ 1) 

ilfe.^, : > 3 0 0 TC 
^ NMR (DMSO-dg, 6) 

7. 25( IH, s), 8. 06(2 H, d, J = 8.4Hz). 8. 16(2 
H, dd, J=l. 5, 4. 5Hz), 8.47(2H, d, J = 8.4Hz) 
, 8. 76( 2H, d, J=l. 5, 4. 8Hz) 
[0 10 3] 

mMm2A : 2- (4-~hn>'3i:^;i/) -6- ( 4 - tf' J tfu 
A-^y (^l:^#6 4) <Dm^ 

gife,^, : > 3 0 0 "C 

NMR (DMS O- dg , 6 ) 

7. 30( IH, s), 8. 17(2H, dd, J = l. 1. 4. 7Hz), 8 
# . 40(2 H, d, J = 8. 8Hz), 8. 56(2 H, d, J = 8. 8Hz) 
, 8. 76(2H, d, J = 5. 9Hz) 
[0 10 4] 

mmm2. 5 : 2- (3-hy7;i/:rn7x~;i/),-6- (4 -if u s;^";!/) ifu^ 

NMR (DMS O- dg , 6 ) 

7. 18( IH, s), 7. 78-7. 84( IH, in), 7. 95- 8. 00 
(IH, m), 8. 13(2 H, dd, J=l. 6, 4. 5z), 8. 60-8 
. 63( 2H, m) , 8. 76( 2 H, dd, J=l. 6, 4. 5Hz) 
[0 10 5] 

mmm 26:2- (4-hU y)\yyituy ai:=-;i/) - 6 - (4 - tr 'J if u ^ 
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m.^.:>3 0 0°C 

NMR (DMSO- dg ,6) 

7. 26(1 H, s), 7. 95(2 H, d, J = 8.4Hz), 8. 15(2 

Hr d~dT"J^=^r^2T"4-^8-H-z-)^— 8t"5-0-(-2-H— d^r^-=-8^1-H^^z^ 

, 8. 77( 2H, dd, J = 0. 9, 4. 8Hz), 13. 09( IH, bs 
) 

[0 10 6] 

0 mMm2 7 : 2- (3- (^:;^^;i/T^y y:r.-)V) -6- (4-kfU 

tf' ; ^ 4 - ;r > 2 j^^j^ (^t-^ti 7 5 ) <Dm^ 

m.^.: 1 8 5- 1 9 O-C 
NMR (DMSO-dg ,6) 

2. 75(6H, d, J=4. 8Hz), 4.40(2H, d, J = 5. IHz 
), 7. 36(1 H, s), 7. 68( IH. t, J = 7. 8Hz), 7. 85 
( IH, d, J = 7. 8Hz), 8. 33( IH, d, J = 7. 8Hz), 8. 
51( IH, s), 8. 59(2H, d, J = 6. 6Hz), 8. 94(2H, 
d, J = 6. 3Hz), 10. 98(1 H, bs) 

[0 10 7] 

mi 7) (DWt 

m.^. : 2 9 0- 2 9 4^ 

NMR (DMSO-dg , 6) 

3. 96( 2H, s), 6. 97( IH, s), 7. 26- 7. 42( 5H, m 
), 7. 96(2 H, dd, J=1.5,4.8Hz), 8. 69(2 H, dd 
, J = l. 5, 4. 5Hz), 12. 87( IH, bs) 

[0 10 8] 

mmm22 2- {z-^^}]^^yV)\^) -e- (4-ifue;^vi/) \£^)^vy- 
4-7fy (it^mi 8) 0mm. 

i& * : 260- 263 'C 

6 3 mfE#¥ 1 1-3085276 
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NMR (DMSO- dg , 6 ) 

2. 39(3 H, s), 3. 99(2H, s), 6. 98( 1, s), 7. 10 
-7. 20( 3H, m), 7. 21-7. 29( IH, m), 7. 89( 2H, 
dd, J = l. 5, 4. 5Hz), 8. 67(2H, dd, J = 1. 5, 4. 5 

^H-z-)- -,— l-2-^8-3-(— 1-H— b-s-)— 

[0 10 9] 

HSfeMSO: 2- (3 -:^^jv^>pjv) -6- ( 4 - U i/';!/) ifU^ 

4- ;r> ai:-^%7 9) ©Jg^t 

^ :2 4 5-247*C 

NMR (DMS O- dg , 6 ) 

2. 29(3 H, s), 3. 92(2H, s), 6. 97(1 H, s), 7. 0 

5- 7. 09( IH, m), 7. 17-7. 26(3 H, m), 7. 96(2H 
, dd, J = l. 8, 4. 5Hz), 8. 69(2H, dd, J = l. 5, 4. 
5Hz), 12. 85(1 H, bs) 

[0 110] 

mMMsi : 2- (4 -;>i5^;^^>t;;i/) -6- (4-ifU5^Vb) tru$^*>- 

4-:r> (^b^%8 0) omm: 
: 267- 270^; 
# NMR (DMSO-dg, 6) 

2. 26(3 H, s), 3. 91(2H, s), 6. 96( IH, s), 7. 1 
4(2H, d, J = 7. 9Hz), 7.2 9(2H, d, J = 8. IHz), 7 
. 9 6(2H, dd, J=l. 5, 4. 6Hz), 8. 69(2H, dd, J = 
1. 8, 4 . 6Hz) 

[0 111] 

MM^iS2: 2 - (4 h^iy^yi/)V) -6- (4 - i^U ifV^i/y 
-A-ity (^b^tJ8 3) (Dm^ 
m.^. : 255- 257t: 
NMR (DMS O- dg , 6 ) 

3. 72(3H, s), 3. 88(2H, s), 6.90(2H, d, J = ll 
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. 7Hz), 6. 95( IH, s), 7. 32(2H, d, J=ll. 7Hz) 
, 7. 96(2H, dd, J=l. 5, 4. 5Hz), 8. 69(2H, dd, 
J = l. 5, 4. 8Hz), 12. 83( IH, bs) 
[0 112] 

— (-4 — ^j7-H-H-^^-s^-;i/-)---6---(-4-— 

i^t^ms 6) (Dmm. 

mi^.: 2 7 7- 2 8 or 
NMR (DMS O- dg , 6 ) 
0 3. 97(2 H, s), 6. 96(1 H, s), 7. 37-7. 41( IH, m 
), 7. 94(2H, dd, J = l. 6, 4.4Hz), 8. 68(2H, dd 
, J = l. 6, 4. 5Hz) 
[0 113] 

: 2- (2, -6- ( 4 - tf U tfU ^ 

S;>-4->r> ('ffc^%8 8) CD^jg 
ife^i*, :>3 0 0'C 
NMR (DMSO-dg , 6) 

4. 14(2H, s), 7. 00(1 H, s), 7.44- 7. 52( 2H, m 
), 7. 66( IH, d, J = 2. IHz), 7. 80(2 H, dd, J=l. 
• 5, 4. 5Hz), 8. 6 5(2H, dd, J = l. 5, 4. 5Hz), 12. 
9 1 ( 1 H, b s ) 
[0 114] 

HifeMS 5 : 2- (2-7xii;i/X5^;i/) -6- (4-lfyi/;i/) lfU^t^'>- 
4-:ty ('fb^#9 3) (Dmm 
ifej^, : 264- 266r 
NMR (DMSO-dg ,6) 

2. 91-2. 97(2 H, m), 3. 06-3. 11(2H, m), 6. 95 
( IH, s), 7. 17-7. 22( IH, m), 7. 25- 7. 33(4 H, 
m), 8. 00(2H, dd, J = l. 5, 4. 5Hz), 8. 70(2H, d 
d,J = 1.5, 4.8Hz) 

6 5 a5lE#¥ 11-3085276 
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[0 115] 

mmmse'2.- (3-:7 3i^;i/:/Dtf;b) -6- (4 - tf'J tfu^i^'> 

: 2 3 8- 2 4 8t: 

NM-R (-DM-S-Q— d-g-r-S ) 

2. 01-2. 11(2 H, m), 2. 63-2. 70(4 H, m), 6. 94 
(IH, s), 7. 16-7. 32(4 H, m), 7.99(2H, dd, J = 
1. 5, 4. 8Hz), 8. 70(2H, dd, J = l. 5, 4. 8Hz), 1 

^ 2.60(1H, bs) 
[0 116] 

mmms 7 : 2 - (2-trys/Vi/) -6 - (4-tflIi;;i/) l^V ^py-4.-:t 

y iit^m 12 4) (Dmm^ 

mM : > 3 0 0 -C 

NMR (DMS O- dg , 6 ) 

7. 22( IH, s), 7. 66-7. 71( IH, m), 8. 0 8-8. 18 
(3H, m), 8. 54- 8. 59( 1 H, m), 8. 75- 8. 80( 3 H, 
m) 
[0 117] 

) (Dmm 

gfej^: >3 0 ox: 

NMR (DMS O- dg , 6 ) 

7. 29(1 H, s), 8. 17(2H, dd, J = 1.4, 4. 6Hz), 8 
. 22(2H, d, J = 6. 2Hz), 8. 76(2H, d, J = 6. 2Hz) 
, 8. 82( 2 H, dd, J=l. 6, 4. 6Hz) 
[0 118] 

mmmsQ 2- i2-\f^p-jv) -e- (4- 11° u bfu^i^'>-4- 
>i-y (it^i^i 2 8) (Dmm 

m.^.: >3 0 ox: 
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NMR (DMS O- dg , 6 ) 

6. 73( IH, s), 8. 05( 2H, dd, J=l. 4, 4. 7Hz), 8 
. 65-8. 74(4 H, m), 9. 52(1 H, s) 
[0 119] 

mmm-4-o~:'-6-- H — -2---(-2---i^y-i;vi/-;«i-^-;i/-)-i^y-^->:^-:v-- 

4-yty (it^mi4: 5) om^M 

m.^>'- 2 4 9- 2 5 21C 
NMR (DMSO-dg , 6) 
^ 4. 19(2 H, s). 7. 00(1 H, s), 7. 25-7. 33(1 H, m 
), 7. 41- 7. 49( IH, m), 7. 77-7. 82( IH, m), 7. 
90( 2H, dd, J=l. 5, 4. 5 Hz), 8. 48- 8. 51( IH, m 
), 8. 67( 2H, dd, J = 1. 5, 4. 8Hz), 12. 84( IH, b 
s) 

[0 12 0] 

mmm4:i e- {4-\fVPjv) -2- (3-tfue;;i/;i^;i/) \:fv^py- 

4-:t> ('fl:^i^l4 6) (Dmi^ 
m.^. : 2 6 7- 2 6 9"C 
NMR (DMS O- dg ,5) 
# 4. 01(2 H, s), 6. 94( IH, s), 7. 36-7. 42(1 H, m 
), 7. 8 0- 7. 85( 1H, m), 7. 91(2 H, dd, J=l. 7, 4 
. 6Hz), 8. 46- 8. 50( IH, m), 8. 59- 8. 62( IH, m 
) , 8. 67( 2H, dd, J = l. 4, 4. 6Hz) 
[0 12 1] 

mmm42:6- (4-\^VPJV) -2- (2-^x:^;i/;l^;i/) \^V^i^y- 

iit^mi 5 0) om^^ 

gfe,^, : 2 6 8 - 2 7 0 "C 
NMR (DMS O- dg , 6) 

4. 19(2 H, s), 6. 98-7. 01(2 H, m), 6. 99(1 H, s 
), 7. 06- 7. 07( IH, m), 7. 44( IH, dd, J=l. 2, 5 
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. 2Hz), 7. 99( 2H, dd, J = l. 5, 4. 6Hz), 8. 71( 2 
H, d d, J= 1 . 7, 4. 6 H z) 
[0 12 2] 

r5-7)"i©ig5^ 

mM:>3 0 0X: 

NMR (DMS O- dg , 6 ) 

6. 28(1 H, s), 6. 73(2H. bs), 7. 87(2H, dd, J = 
^ 1. 5, 4. 8Hz), 8. 64(2 H, dd, J = l. 5, 4. 8Hz), 1 
0 . 9 9 ( 1 H, b s ) 
[0 12 3] 

mmm4: 4 z 2-V:^^JVr^ J -e- (4-tfUS^';V) tfU^$^'>-4-:4-> 

(^b-^iiJ 16 9) (Om^it 
gfe,^, : >2 4 ox: 
NMR (DMS O- dg , 6 ) 

3. 14(6 H, s). 6. 31(1 H, s), 7. 94(2H, dd, J = l 
. 5, 4. 8Hz), 8. 67(2H, dd, J=l. 5, 4. 8Hz) 
[0 12 4] 

c^b-^^i 8 3) (Drnm 

M.^, : > 3 0 0 TC 

NMR (DMS O- dg , 6 ) 

2. 06(3 H, s), 7. 49- 7. 59(3 H, m), 7. 64(2H, d 
d, J=l. 5, 4. 5Hz), 8. 12- 8. 15( 2H, m), 8. 72( 
2H, dd, J = l. 5, 4. 5Hz), 12. 93( IH, bs) 
[0 12 5] 

mmm4: 6 : b-:^^)V-2 - ( 3 - :7 air-;i/^D tf ;i.) -6- i4-\^Vi^Jh 

) (^b'a'i^i8 4) omi^ 

: 1 4 1- 1 4 31C 
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NMR (DMS 0-dg , 6) 

1. 93- 2. 03( 2H, m), 1. 95(3H, s), 2. 55-2. 66 
(4H, m), 7. 14-7. 30(5H, m), 7. 51(2H, dd, J = 
1. 5, 4. 5Hz), 8. 68(2H, dd, J=l. 5, 4. 2Hz), 1 

2-^5-04- 1~H— b-s-) 

[0 12 6] 

IIJgM4 7 : 5 -X5^;i/- 2 -7x-;i/- 6- (4-\fVi^)V) \fV^i^^y-4 

-y^y (it^^i 8 5) 0mm. 

^ : >3 0 or; 

NMR (DMSO-dg , 6) 

1. 09( 3H, t, J = 7. 5Hz), 2. 42( 2H, q, J = 7. 5Hz 
), 7.48-7. 59(5 H, m), 8.09-8. 12(2 H, m), 8. 
72(2 H, dd, J = l. 5, 4. 2Hz), 12. 87( IH, bs) 
[0 12 7] 

mMM4 8 : 5-x^;i/-2- (3 -:7ai n';!/) -6- (4-tfi)i;;i/ 
) (ft^tfi 8 6) (omi^ 

ife^, : 1 6 1- 1 6 sr 

NMR (DMS 0-dg ,6) 
# 1. 02(3 H, t, J = 7. 5Hz), 1. 89-2. 01(2 H, m), 2 
. 31(2H, q, J = 7. 5Hz), 2. 54-2. 66(4 H, m), 7. 
14-7. 29( 5H, m), 7. 43(2H, dd, J = l. 2, 4. 5Hz 
), 8. 67( 2H, d, J=l. 5, 4. 8Hz), 12. 50( IH, bs 
) 

[0 12 8] 

IISgM4 9 : 2 -:7a::^;i/- 5 -::/'nif;i/- 6 - i4-\^vt^Ji) ifV^i/y- 
4-is:y (^b^^i 8 7) (DW^ 

m.^.: 2 7 4- 2 7 5t: 
NMR (DMS O- dg , 6 ) 

0. 81(3H, t, J = 7. 5Hz), 1.49(2H, m), 2. 39(2 
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H. t, J = 7- 5Hz), 7. 48- 7. 60( 5H, m), 8. 10( 2H 
, d, J = 7. 2Hz). 8. 72(2H, dd, J = l. 5, 4. 5Hz), 
12.91(1H, bs) 
[0 12 9] 

mMm'5-0-:-2 (-3— ^:ii^;ix^-B-tf^b) 5— ^St^;!/— 6 (-4— t^y-i? 

: 1 4 8- 1 4 9X: 
NMR (DMSO-dg . 6) 
^ 0. 76(3 H, t, J = 7. 5Hz), 1. 14(2 H, m), 1. 96(2 
H, m), 2. 27(2H, t, J = 7. 8Hz), 2. 51-2. 65(4H 
, m), 7. 13-7. 20(3 H, m), 7. 24-7. 29(2 H, m), 
7.41(2H, dd, J=l. 5, 4. 5Hz). 8. 67( 2H, dd, J 
= 1 . 5, 4 . 5 H z) , 1 2. 5 1 ( 1 H, b s) 
[0 13 0] 

mmm 51:5- :f^;v- 2-y:L-ji-6- (4-tru t^ji) u ^ t^y- 4 
-^r^ 9 1) ©^it 

ife.^, : 2 6 9- 2 7 ox: 
NMR (DMS O- dg , 6 ) 
# 0. 78(3 H, t, J = 7. 5Hz), 1. 21(2 H, m), 1. 46(2 
H, m), 2.42(2H, t, J = 8. 7Hz), 7. 48- 7. 60( 5H 
,m), 8. 11(2H, d, J = 7. 2Hz), 8. 71(2 H, dd, J = 
1 . 5, 4 . 5 H z) 
[0131] 

IIMM52 : 5-zf^)h-2 - (iS-y 3L=.)]yZfU\^JV) -6- {4-\:fVt^JV 
) tfU ^i>^>-4 -7ty (it^mi 9 2) (Digig 
ift.^. : 1 4 6 - 1 4 7 -C 
NMR (DMSO-dg , 6 ) 

0. 75(3H, t, J = 7. 2Hz), 1. 17(2H, m), 1. 40(2 
H, m), 1. 96(2H, m), 2. 49(2 H, t, J=7. 2Hz), 2 
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. 50- 2. 65( 4 H, m), 7. 13-7. 20(3H, m), 7. 24- 
7. 29( 2H, m). 7. 42( 2H, dd, J = l. 5, 4. 5Hz), 8 
. 67(2H, dd, J=l. 5, 4. 5Hz), 12. 51(1 H, bs) 
[0132] 

^^Jg9i!|-5-3_:_5--/<;>4;giy--2-=-:jl-#-;i/--6^U 

ak'^%2 1 1) ©i^oi 
NMR (DMS O- dg , 6 ) 

2. 33( 3H, s), 3. 73( 2H, s), 6. 91- 6. 99( 2H, m 
^ ), 7. 11- 7. 29(3 H, m), 7. 35(2 H, d, J = 4. 5Hz) 
, 7. 62(2H, d, J = 5. 7Hz), 12. 68( IH, bs) 
[0 13 3] 

mMm5 4 : 5 2 6 - ( 4 - tf U t^Vl/) tfU^e;>- 

4-:t> (<l:^#2 1 2) (Dm^i^ 

ife* : >3 0 O-C 

NMR (DMS O- dg , S) 

7. 04- 7. 07(2 H, m), 7. 15- 7. 26( 3H, m), 7. 48 
-7. 59(5H, m), 8. 13-8. 16(2 H, m), 8. 67( 2H, 

d, J = 4. 8Hz) , 13. 02( 1 H, bs) 
• [0134] 

^igM5 5:6- (2-X5^;Hf y ^'>-4 ->r;i/) -2- (3-7ac-;i/>^n 

ifu^^:;>'>-4-:t> C-fb-a-^ 2 5 6 ) ©igjg 

: 1 3 9- 14 ir 
NMR (DMS O- dg , 6) 

1. 26(3H, t, J = 7. 5Hz), 2. 06(2H, m), 2. 63-2 
. 70(4 H, m), 2. 82(2H, q, J = 7. 5Hz), 6.9 0(1H 
, s), 7. 18- 7. 30( 5H, m), 7. 78( IH, d, J = 6. 9H 
z), 7. 84( IH, s), 8. 58( IH, d, J = 5. IHz) 
[0 13 5] 

mmm^ 6:6- (2-^ h^pe/ifU S>'>-4 - -r;i/) - 2 - (3 -:7ain;i/:/ 
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#5^1 0-2 7 1 2 7^^ 

Dtf;i/) fcf y ^ 5^'>-4 ->r> ('fb^t/2 6 8) (DUM 
m.^.: 179-18ir 
NMR (DMS O- dg , 8 ) 

2. 0 9( 2H, m) , 2. 6 2- 2. 6 7 ( 4 H, m) , 3. 8 9 ( 3 H, s 

^^;—6-T-8-9-(—l-H—s-)-;— 7^1-2 — 7— 3-8-(— 5-H— m-)-i— 7— 4-l-(— 1-H 



, s), 8. 27(lH, d, J = 5.4Hz), 12. 55( IH, bs) 
[0 13 6] 

IIMM5 7: 6- (2->l h:^S/true;>-4 -2- (A-\^VPJV) 

^ t^>-4.-:ty afc-^#;2 6 9) (Dm^M 
il6,#. : 2 7 3 - 2 7 4 r 
NMR (DMS O- dg , 6 ) 

3. 93(3H, s), 7. 24( IH, bs), 7. 58( IH, s), 7. 
74(1 H, d, J = 5.4Hz), 8. 20(2H, d, J = 6. OHz), 
8. 33(2H, d, J = 5.4Hz), 8. 80(2H, dd, J = l. 5, 

4. 5Hz) 
[0 13 7] 

MMM 58: 6- (2 - U Ulf V^y - 4 - >( M - 2- (3-7 

ife,^, : 1 7 7- 1 7 9t: 
NMR (DMS O- dg , 8 ) 

2. 06(2 H, m), 2. 63-2. 70(4 H, m), 7. 02( IH, s 
), 7. 18-7. 3 1(5H, m), 8. 02(1 H, dd, J=l. 5, 5 
. IHz), 8. 08(1 H, d, J=l. 5Hz), 8. 53(1 H, d, J 
= 5. IHz), 12. 63( IH, bs) 
[0 13 8] 

mmm^Q : 6- (2-^nntf U5^">-4--<;i/) -2- hf 
y ^ 4 (fb-^#f 2 8 4 ) 

m.^. : 1 7 9 - 1 8 1 X: 
NMR (DMS O- dg , 6 ) 
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7. 35( IH, bs), 8. 19-8. 23(3H, m), 8. 27( IH, 
s), 8. 59( IH, d, J=4. 8Hz), 8. 81( 2H, dd, J = l 
. 5, 4. 5 Hz) 
[0 13 9] 

2 9 7) ©S^jt 
MM : 261- 263r; 
NMR (DMS b- dg ,6) 
^ 2. 38(3h, s), 6. 87(1 H, s), 7.43-7. 53(1 H, m 
), 8. 36-8. 40( IH, m), 8. 65-8. 67( IH, m), 9. 
20(1 H, d, J = 2. IHz), 12. 57(1 H, bs) 
[0 14 0] 

mnmei : 2-7a:r.;i/-6- (S-ifVVJl) \^V^i^y-4-:ty (^fb-^ 
ife2 9 8) (Dm^ 
m.^. :233-236r; 
NMR (DMSO- dg , 8) 

7. 05( IH, s), 7. 54-7. 60( 4 H, in), 8. 26-8. 30 
( 2 H, m) , 8. 5 2- 8. 5 5( 1 H, m) , 8. 6 9- 8. 7 2( 1 H, 
• m), 9. 36( IH, d, J = 2. IHz) 
[0141] 

mMmQ2: 6- (3-\fVi^Jl) - 2- (4-tfUy;i^) tT U ^ 4 -:t 

> (it^ms 0 0) ODigJi 

: >3 0 ox: 
NMR (DMSO- dg , 6) 

7. 23 ( IH, s), 7. 5 5- 7. 59( IH, m), 8. 23(2 H, d 
d, J=l. 2, 4. 5Hz), 8. 56- 8. 60( IH, m), 8. 71- 

8. 74( IH, m), 8. 81(2 H, d, J = l. 5, 4. 8Hz), 9. 
39(1 H, d, J = 2. IHz), 13. 03(1 H, bs) 

[0 14 2] 
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#3p 1 0 — 2 7 1 2 7^ 

m ■ • 

6 3:2- 5^;bT ^ y-6 - (3-ifV iyJ\y) tf U ^ - 4 -7f-> 

(fb-^^s 0 1) (omm 

mj^. :263-266'C 
NMR (DMSO- dg , S) 

-3^1-4-(-6-H— s-)^^6-^2-5-(— 1-H.i— b-s-)-i— 7— 4-5 7— 5-0-(— 1-Hi — 

m) , 8 , 3 4- 8 . 3 7 ( 1 H, m) , 8 . 6 2 - 8 . 6 5 ( 1 H, m) , 9 
.19(1H, d,J = 1.8H2) 
[0 14 3] 

4 : 5 -zfwe- zc—JV- 6- (4-tfUi/;i/) \fV^tyy-4' 

-yty iit^m2 3 3) 0mm 

mmmi 2X-nhtlt^Z-Z7aL-;\/- 6- (4-tf'JS;;i/) \fV ^vy-4->t 
>0. 6 1 g^mmSmUzmML. ^V^TN-^^n^^^^e/^-f ^ FO. 4 8g 

i\^m 9 3 % 

mA : > 3 0 0 r 

NMR (DMS O- dg , 5) 

7. 51-7. 65(3H, m), 7. 7 3(2H, dd, J=l. 5, 4. 5 
Hz), 8. 13(2H, d, J = 7. 2Hz), 8. 75(2H, dd, J = 
1. 5, 4. 5Hz). 13. 45(1 H, bs) 
[0 14 4] 

fee J^T, ^©ifelttffiSriat- c 

HiiM 65 : 5-^nD-2-7ai 6 - ( 4 - vf' J ^Vy- 4 

{it^m2 3 0) ©MJt 
®6 * : > 3 0 0 1C 
NMR (DMS O- dg , 6) 

7. 52- 7. 62( 3 H, m), 7. 79(2H, dd, J = l. 5, 4. 5 
Hz), 8. 12-8. 16(2H, m), 8. 77(2H, dd, J = l. 5 
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, 4. 5Hz) , 1 3. 5 1( IH, b s) 
[0 14 5] 

mmme 6 : 2-r^^-5-^nn-6- (4-tfU$/» tfu^y>-4- 
:t> iit^m2 3 2) ©S^it 

il6^^:-> 3 O-O-'G ^ 

NMR (DMS O- dg , 6) 

6. 86(2 H, bs), 7. 56(2 H. dd, J=l. 5,4. 5Hz), 
8. 6 7( 2H, dd, J = l. 5, 4. 5Hz), 11. 59( IH, bs) 

[0146] 

mmme^ 2-^y^J-()\^r^J-e- (4-tfue;;i') if u ^ i>^>-4 -:t 

y Ut^m 17 9) (DSijt 
ife,^, : 2 5 7- 2 5 g-C 
NMR (DMS O- dg , 6) 

7. 25( IH, bs), 7. 29(1 H, s), 7. 6 2- 7. 67(2 H, 
m), 7. 80(1 H. t, J = 7. 5Hz). 8. 02(2 H, dd, J = l 
. 8, 4. 5Hz), 8. 12-8. 15(2 H, m), 8. 75(2 H, dd 
, J = l. 8, 4. 5Hz) 

[0 14 7] 

umm - 'i7S/)i5TPKucj:-5P-Gs 1 u >M<bicM-rs*i§^<^^^<^is# 

^m^tbX. lOOmM ME S -yi^mit-r h V ^ (pH6. 5), 1 mM 
Strnv^^^/'^A. 0. 5mM EGTA, 5 mM ^ - ^ >^ h 7 

0. 0 2% v^yzo. 10% ^*i;-fen-;K i2Ag/mi p-gs 

K 4 1. 7/.M [r-^^P] ATP (6 8kBq/ml) . ^i/fl^TPKl, 

bT^iPbfcfci?), Si^(DH^S,^ttl. 7% DMSO^r^O) $:^t^^$:fflV^ 
ATP^iDlCckU U>^^b;5fS^^*&b> 2 5'CT'2^r4EfS$i±fc^. ^ 
±X'2 l%m^mm^miMLXEid;^i^±l^r^^ El^m^lZ, OOOrprnT- 
S^^^Kiivi^b^c^t, P8 1^-A°- (Whatmann) tCl^^^ii:, 7 5 mM 
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[0 14 8] 
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